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Abstract of JP 4327587 (A) 

PURPOSE:To obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 



cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTIONS compound of formula I (Y is 
lower alkyl; R1* to R3' are OH-protecting group; X is 
electron-attracting eliminable group) is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1 -2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as RV to R3"), e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 




Data supplied from the espacenet database — Worldwide 



http://v3.espacenet.com/publicationDetails/biblio?CC=JP&NR=4327587A&KC 



=A&FT 



<i9)b*h*bw (jp) 



fta & M ft & « ^) 



<11)»8WHB4»I#*» 

#li¥4-327587 

(43)&BHB ¥^4^(1992)11^170 



(51)IntCl. 5 
CO 7D 471/04 
A6 1K 31/52 
C0 7C 43/172 
309/66 
309/71 



10 7 E 
ADY 



8829 -4 C 
7252 -4 C 
8619-4H 
9160-4H 
9160-4H 



F I 



^sst* »#s<d*i2<£ 12 h> mm\zm< 



(22)m^H 



ftK¥3- 122820 



¥J& 3 ¥0991)4 3260 



(71) tBIBA 000222761 

#H»E;51P;fca»rH^2#ifi0 1 

(72) ^?g# mm 35 

»B»H*lfHS»r*±IE59- 1 
(72)3M»t ^jfi 

(72)»»t jiM m 

(72)*W# BSC 

»p^H^p^aj»TiEaj3io 
(74)^3 a #s± /mf wi*) 



(54) [sswo*»] 6' -c-Tfr^fr-z-Trttzfy/i/ym&w. ^wkm^xst^m^ 



(57) («EiE%) 

mm hks (i) 

[ft 2 5] 



NHR* 




(5$*K Yttft»7Jl^g£*U Ri , R 2 :fcJ:tfR 



—771- 



V 



(2) 



&SW4-3 2 7 5 8 7 



WWW! 1 ] 



H&iS (I) 




CR? CR. 
(I) 

(iW>. Y«&»7JMMl-S£*U Ri. Ri*<fctfR 



HKSC (VII) 



Mt&S 2 ] 
[lb 2] 



(VII) 

Tg2tt5v£D^>^>fPift£:. a (VIII) 

[ft: 3] 

NHR* 

NT ^ N 




(VIII ) 

R4ii*£M^i:fctt7S/&gg£^-f) t? 

Je>SCiS:#mt1-S^ (I) 
Mb 4] 

NHR« 




CR 2 CR. 
(i ) 



(a«f. Ytt»BLfc*tt**U Ri. R 2 £,J;tfRs 

£fc«75/«@g&*f) T*SnS6'-C-7)P 
*)P- 3 -x71f^^7 / -»AR«#*fctt-t©l6© 

[it#3l3] 5$ (VII) T?g$n-5v^D^>x>SI 

WhW5*:ojC (vi) 

[ft 5] 

OR2 OR' 

(VI ) 

[«*S4j sc (vi) -ca*nsft'&«*^©sc 

(V) 

Mb 6] 




OR5 OR' 



30 <Y) 

<5t+, Yttfi»7;P*;PS&, R\ R2':fc£tfR3' 

t> 1 a*fc« j ene^^< th 1 

^ c t \z i 0 % & n& t> (?) t & s 3 mm<o 

6 ' - C - 7)l^)V- 3 -x71f / AKW* 

[^*^s] a (v) T«stt*fc**a«*©a (i 



40 V) 



[ft 7] 




ORz ORi 



( IV) 

Yttffi»7;MrJ«*, Ri\ r 2 , sc;r 3 , « 
50 *g3#f§S£^*t) t?%2ftz>ik&®tt%&mfctp 



-772- 



(3) 



#M¥4-3 2 7 5 8 7 



T7 v-JWfc-r* ittCiO # e.n& «>©Tfc5»3R«3§ 

[»*«6] S (IV) TS$tI*ftS«J#£©5£ (I 
I) 

[ft 8] 




ORi OR? 



(II) 

tiz>*s>?uKyy-j>%immvk<D£. (in) 
[ft 9] 

OR 3 ' 
ACH-Y 



din 

s-a-s z. t \z <t f3^enfct)©T^^M#«m 5 

©6' -C-7)l*)l- 3 -x71f*-/7/ -»ASI^ 
«:S&(i-?-©ffi©SjiS. 

[H*«7] -jSiS (1) 

[ft 10] 

NHR4 




i0 



20 



30 



OR? CRi 
(i ) 

*fc«75yffiSS^f) TSt)^n-5 6' -C-7 
JWt- 3 -^7^*7 7 J ->>Ag|^^tli^©iS 

[»#«8] (VII) 

[fti i] 




(VII ) 

(iCf. YU&g^Jl^S*. R:\ R t '&£VR}' 

M#!R9] 5t (VI) 
[ftl2] 

OR5 OR? 



(VI ) 

(5$f. YSffi^Jl^S*, R:\ R^fcitfRa' 

®t?Z-A<DJZ (VII) 
[ftl 3] 



OrTcR? 



(VII ) 

[i?#gf i o] ^ (vi) Tg^nsft^^©^ 

(V) 

[ft 14) 




or; or,' 



(Y) 

(jS*. Yti(£®7;MMl'S£> R: ' . R^fcitfRs' 

(i*®g&fgg£*u wtt7->;ug£*-t) rmtx 

Z>itGV>ltt%&mft*. Pd. Ni, Hg(D'M<t 

h i ffiifcii^ne.©^< t i mztttzits®) 
s ^ t ir «fc o '# nfc t> © t •& w*^m 9 «!B«t © -> 
[iMii] sc w T-ii^n^fc^ti^©sc a 

V) 

[ftl5] • 



-773— 



r 



(4) 

5 

OR 3' 

OR2 OR 



(IV) 

m#bi 2] a (iv) ■e»3n«ftd»««*fl)a 
on 

[ftl 6] 




n^y^n^>f/>^*l:*0S (III) 
[ftl 7] 

OR3 
zVh-y 



(III) 

[&E0p»B&IK^] 
[0 0 0 1 ] 

Mi LT#fflft*^y -»Afl!>l|»#ftO*©KfijSl8 
[0 0 0 2] 

75 UX— 5 (Ampul lariella sp.) Al 

1 0 7 9 0g±-f£, *<Z)5S; (IX) , 
[ftl 8] 



#§B¥4- 3 2 7 5 8 7 

5 



NKa. 




( IX) 

ffl**1-«ftt*HT**3S« (#BflP9 5 4- 1 5 4 7 
9 2^) , 5fi^ % ^OfeOttMfcft^-f^XfffflftfeW 
f *££)&*AHi;Stt ( ANTIMICROBIAL AGENTS AND CHEM 
OTHERAPY, Julyl985, P. 84-89), RV'VVZfMi LX<D 

[0 0 0 3] *CO^ (X) 

[ft 19] 

NH 2 




(X) ^ 

T**ns3-x7if*^yv>Afcfii^^x«tt 

*#T5ft£ttiLT$J]&nT^* (J. Med. Cfaem. Vo 
1.32, 1442-1446(1989)) . 
[0 0 04] 

[0 0 0 5] 

Sfr&^&JB** TlBit (I) T^£n£6' -c-7;i/ 

3 -x7^*y^y -»AttSff&tt^-f*xff 

[0 0 0 6] -rafe^*55lB©SB-OBWtt, 

(I) 

[ft 2 03 



-774- 



(5) 

7 




CRz CR. 



(i ) 

«t*, Ytiffi»7;V*^S*SU Ri, R 2 :fc«£tfR 10 

3 tt*^®^*fctt*S*«S*^*b, R* tt*3MK? 

s^girrs sic, *«wo«sogwtt, 

6 ' - C - 7)l*)l- 3 -x7-tf^y^ 7 v> A SW^I 
to 0 0 7] *»6' -C-7;i/*;U-3-x71f a? 

)_( + AcH-Y 
OR? OR/ 

(in) 

in ) 



«fBB¥4-3 2 7 5 8 7 

8 

S, t e r t -^^S*©fflfP7;U=1r^S, HJ 7^ 

h'Ji7uu/?;i/S^^Any>7;p*;PS> 

[0 0 0 8] *^BJ(D6 , -C-7;^;U-3-7 i 71f 

tO 0 0 9] ^ j£ 1 : TfB^SiS^lr^K it (I 
I) T*£n*>?n^>7V>^$ftc^ * (III) T 

*sn*ft^**3f:flftt«ft+-ejE*s*T, a (IV) 

fcbT* (v) Tr«an*ft*«t-rs. n©ft;** 
w *7u;MEffiR«icftLTa; (vi) vmznzit 

«»uts (vii) Tssns^fr&tttu unicst (v 

III) Tg$n^>3-x71f7xn>^«#:^SJSii-U 
aft, *»fc*DT. R^*J^«l^^ffiaa*R»-a:t* 

3-x71f*^/-»A (I) 

too 10] 

Hfe2 1] 

0R3 




OR2 OR' 



(IV) 




i 



V 



(6) 



[0 0 11] iE^ffifcE^TrtR^BgRi'-Ra' 

*\ Ri-RsC^^s^K^ffBaiiSctrXR*!^^ 
i) <oi*cttf2ifc<o*»s*H«ffcfi«wi6a-f 

<07-fe^-Jl/SO«SS> soffit -ttfrV*?)^ 

[ooi2] ai5Sfi»r**fl:^» (in 



(R') 3 SnH 



Y-CHO 



&M¥4-3 2 7 5 8 7 

10 

Yy^Yuy • £3 ^1509-15 

1 2H (Tetrahedron Lett., Vol 31, 1509-1512(199 

o)) mzmm<Djjm\zmvxnz>£t&T$z>o 
[0013] ft©ta»s»T*sft-&* (in) 
co^^>^-*^^-> (z> 7)i*)i7-*y%$ 

0#*>*-*?:*>tt, HAtf. 7^*;PS, Any 

[0 0 14] C<Dik£%) (III) 14, «AttT*Ka 
K 7)V*)VXXi£&m (XIII) (C7^xfcK (XIV) 

ftftyas*, »6ftfcfls^* (xv) ommmm 

a'fcTSiLTft^ (XVI) lCbfc^> ^tlCn-^ 
^U5 1 ^A^^7^+;i/^ll^tl^ffl$ti:^>^t 

(aopts^Wo ^sxsifSRs'tbTtt, *h 

[ft2 2] 

OH 



(XIII > 



(XIV) 



<XV) 



or; 

(R) 3 Sn CH-Y 



(XVI) 



(3** R'tt7;W«S*L, Y, Rs^ittZteiiu 

[0 0 15] (II) t (III) CDSftte, *?£ft 

JifM'TrTftAtfckC Wtt»tLTH WAtf? 
hyhVuyyy, ^X^kn-^l^OX-xJl'S 
ft*. £05£tt> a#, (ID 



(III) £^»«J:®fflTtltfcfc<, 



L<te> l-2 3*tfMfc£* (III) £ffl^n«<kl>. 

[0016] nsnfcfls^* (iv) a, ntftica 
7->;wfcana. 7v;us (w) tLra, stt7->^ 



mafF7hFP77> (THF) , yXf 

*^ft***8»ES fc 14 N , N - i/* ?^*AA7 ^ H 
(DM F) , ^^TJl^+lM F (DMSO) , 7 

7^/tfUvX fcfUvX MJX^75X N,N 
-v^?^7x'J>^0ffiS©#ftT, a«l4ftfi»«fr 
"FT. ftRIDfrgftB. tffcttft+Bfr&fen*. - 
.©E*fc*v>Ttt. (IV) lcML*;^>8t>L 

<i4*©R**ta*a»iaffl^fttfj:<. ff*t<i4 

50 4-1 0SafflVin«ctK ^^c, ^St4ffl^8-2 



-776- 



11 

to o 1 7] ±07 v jwtsj^ir i o n b ntfc'&tt 
(v) it, 7u;PCttR*fc#an* w ©4& 

7yM^yS (WO) lttCWtl/ftft^ft (VI) 
t$n^o £07UJM6ttR£tt, 

d, nk Hg©^&<tt>ia4fctt*ns©^a< 

[0 0 18] ttHTft*, Pd, NK Hg©^&<t 
£UT»4, £n£&B© 2 U<, EMC, 5? 

5; A □ y >{t;x y 4r 5x y y * z/Zoyj F # 
0. 0 1-0. 5SS) ©fffiK£fflK #*L<BS3tt 

ct<, »j»*frT 60-10 ov,mm t> 

[0 0 19] £©£5 iCLT'# Snfcfc^ft (VI) B, 

*{c^-<7)ife7v;^^vS^m^®?i14MS (X) 

tasA&tu (vii) <h^n^o m^»3itt&si 

[0020] it^m (vii) ©5*n x*«x;w*-;u* 
*v*T?*afc£*B, ft£tt (vi) ©It07i/M 

(w) eE7->M:UTSt (vr) 

Hfc2 3] 

0R2 or; 

(yd 

7JU:tn;*^>x;i/*~;i^n^ F3f©x>il/*~;!/^ 

[0 0 2 1] R75/JHfcRfctt, *SftB;**/-;k 
x^y-;^(D7J^-MgOT> 2-5 3ftgS 

» (vi) ^aso-4ot:igS0^ST3o^ — **L 
[0022] $&, (vr) tx;u*-;ui7D7 



(7) #5H¥4- 3 2 7 5 8 7 

K. ^>tf>, h*X>ft£©»»«|«fl:****»* 

feBDMF, DM SO, 7irFxFU;M£©#:/nh> 
tt»MW> HJX^*73>, 4-i^5\>I/73/ try 

1 ~ 3 HSflEfrfcA tf 

[0 0 2 3] X^ADy>K^T*-Bft^«l (VI 

i) (vr) 

i0 x;V*X7^ >Sffl^^*fe«fc±oTAay>B8|-r 

ntf&<> *fcttfc£» (vi) ty\ny>fc7**u* 

JS (WAS, NaK Li I, K I ) •ftfPfflS*Tt> 
AW 6U®»fcLT*Snfcfc^* (VII) 14, ftft 
fc3-x7tf7xX>Bii|#: (VIII) <hRj£2i*&;:<>: 
(CJ;0, *«W©B»fc£ft (I) *»«H£jJfC* 

[0 0 2 4] H©R/Stt, ^Stt»#«, DM 
F, DMSO, N,N-^^f^7t?^H (DM 
A) , 7-feh-hU;k THF?0|f^D F>ttj§l& 
^ S#Bfc£tt (VII) fc#L2-5 3»<0J6££l 
-2S«©^7«»X-7 1 ;KD#ftT, ii#2-5^ft 
8*0 3-r7f7f->IW» (VIII) **fl*fcli 

JnSTFT 1 EBB- 1 £ i fc<fc Off & 

LTB, fljlfcfl 5-#7»»-5, 18-£^>- 

[0 0 2 5] ft*, 3~x71f7xX>§§iS|# (VIII) 
B, XK (Chen. Pharm. Bull. 12,866 (1964)) Cft© 

*©6tt73>/aK4fiBISnTViTt)AV^ ±IHRj£ 

[0 0 2 6] sim< t xmm 1* Mt^mt^m \z 

BfafciDll««R*K:J;OI»i'r<&^fc*«T* 
©7*3-MH»«t, ttft^^l/ ^ 

40 MOMI, HBr/IHI. HBr/h'j7Wn» 

[0 0 2 7] J ft 2 :*JBW©6 , -C-7*+;P- 
3 -77-9*77 J*s> A (1) tt, «Atf*©*ttt 
3 -r7if^y^y v>A (X) ©6fi7^/S^ 

<tr;2 , fe e t^3'ffi©*KS^«SLT73yffi^ 

(XI) *Lfc& ^n^K{t:LT6 , -*^5*# (XI 

I) tU SK*>US^ftft7***ft»T7**/Wfc 
50 BrSKJ:0, ^©6'&©*&S£&^tU Sfc 



—777- 



(8) 



13 

tt-en f> £&£T S Z. t \Z <fc 0 fijftSft*. 

NH? 




OH OH 



<X) 



wasstsa 



[ft 2 4] 

NHR< 



u5 




-327587 



14 



it 




NHRa 



7 /Hr JHfc 



(xn ) 

(set, Ri , *5j:^R2'^*^S0«aa^, Rata* 

[0 0 2 8] ±B#JSfc;fett-5 1 3-771f*^5/-> 
>A (X) ©7 5/**J:tf*«S<OfiWB4*JClH3feS 

#/M?x;k t-^h+y*M-iHftt^')l/3'> 

[0 0 2 9] 7^/£®& (XI) ©»fctt, ^«tt»Ji 4» 

iOMnOz, BaMn04^©Kft»JSfflK Sflfcl* 
[0 0 3 0] ±«B©»ft5«T^5ftfc6 , -*^5JP 

# (xn) a, »c7jw*;wb*n, *wic*i;t*0 

-?7*?*~fy J'syP, (I) t»«^t*tT#*. 7 50 




OR* ORi 



(I) 

;v*;wbs*tt» *?\/>?u7^ mommm. 

6'-#;i^u# (xn) te.twrtfZi'V 

x+-Mt3k ^^jl/U^A, x^ 1 ;i/U5 1 ^A^^7 
WJfDA> hU^?;P7*5xr>A, HJX^JV 
7)1$ -?&*f(D b U 7JW7J^z^A, HJ*F 
*5/*Wl^x£A, y^DDy^J^X^A? 

[0 0 3 1] 6' (XII) (D7)^Mt\ZX 

*£fcH«fcf?fcoTt><fc<, *fc, IS, S«ft#fc* 
V*TJBV>*#ttKckoT7-fe5 1 ;PS, ^>7-f;PX^C7> 
7v^*Tfr&^Tt)ctK Sfc, 7;i/^;Mb(C c tD# 

[0 0 3 2] {^©^(cLT^n/fee' -c-7;u 

*;i/-3-x71f^7 p 7y v>A (I) 

[0 0 3 3] %\Z&mzfoC, V -C-JJWV-Z 
-x71f*:/5/-»A (I) fc£JD©#ttT*©H« 



-778- 



15 

mm thru, mm. mm. >;>»*£©*«»© 

A*, 9)Vu>fk. ny\?B. U>^». 

[0 0 3 4] *SM©6'-C-7;i'*;i'-3-x71f 
Z-fy/isyA (I) (C(iH<P^©^K*^SO. 

5. *fel©flj'&ft (V) tC(i, 6&trBILT2 

v». *&, fl;^* (vii) c*v>t, i{fc©x£tta# 

[0 0 3 5] #3fi«fl;£ft (I) Sfttt-tOESfiS-f 
^X«tbTfflVi*fctt, *r$*©fc&^ (I) ££tt 
^©it£-£©3:£-C. t>0<tt4HJI©S#££:'bKH» 

[0 0 3 6] tt4#tt&l/TI& #«P <ba« 
BBl*i. ®5l*lf*J, AT. «Ert^©a«S4. IMS 
#£fctt£Bg^) ©a#*tt*«ffl-rac:t*fp#, ± 

«. MmtLT\t, mm. *a. 

ft. £21 mmh. *^-fe;nwtt£©iiaja 
tt, b», %m. B«. T>- y k 

•b;i/D-X. n->7.^-^ £&&£ft£©RBft. 
B*&. T+Xh'JX 77k7^, -fcf^X fcKn 

□-x. BB-feJUn-;*, x^Hr^n-x. #Uf- 
;Hfa«JK>. v?n:*-;V&,>:©i|g£SS, Bfih tH 

->^Dtf;Hrjun-x&f©wa»J, 9^JMUi± h 
XMUi/T-y* ->3«tJBJKiBxXx;k #'JV 

;i/^-h8 0&£©#fflBttB. □ *£8s 
lnttfttt. v3«M&Bxx5Mk Xt7'J>&-?^* 

BitSJ, M*ffl. *®H. W»*£*ttB"r«iii#T- 

[0 0 3 7] Sfc, *R9Hfc6B (I) tfctt^©« 

ft 



(9) &WRM-3 2 7 5 8 7 

isc. mtm, mm. &&n*m.T*&*. st. 
c©#8n»tt£Btt©&*>5, a*-t 7^&2ca«ft 
bbbbu ttBeBCBRaxBHS-ts 
4. asfcj&gfcjsc. s&«sft;B. ftjta. bb 

i0 [0 0 3 8] **IBfl:^ft (I) Sfcttir ©&©&-£* 

«. #m. ettBckox 

SfcSA*. -JfilCtt. A A- A MS 9 ft;^ (I) tLX 
1 B 5mg~ 1 ggg. »SKB25~5 00mgg 

[0 0 3 9] §Lt©£tl< UT#enfc6' -C- 
7;P*;l/-3-7 t 7if*7 , 5>''>>A (I) f3V>T, 

[0 0 4 0] (1) WrtfrT&Jh 

20 h-7>\ i -5- : E-t7m. ft2 4#. ft3^, ft3 5 3 
~3 6 1H ( Antimicrobial Agents andChemothera 
py, Vol. 24, No. 3, P. 353-361(1983)) ©&&&£- 
SR^HUT£JlT©aOfT-r.fe. BP^Ve r offl& (F 

T»#plt© 3 x 1 0 s Hft/m 1 SJBttatt&'f-if 

^©a/h*a*» (i 0 ^^fl&iSJiifll^*) tt 2 o o 

tt 1 S:9 87t s F)lE7'V-h4 J -Ci$?IL,. ^*#liS*L, 
fcS. ^)giltt£BtOI^#. WSMfcSfcfcSttf-iW 
0i4vMWI (3 X44bJieJUIId4r> tt9 0 tt 1 

Jtf A. ?ftffiHiiiTi:«it«5 0X*«IUil(l 

(Tissue culture infec-tions dosis 50% ; TC 
I Deo) Sft^lxT*fr. ft^anfcTC I Dto©l 0 

ofgjS^aso^-f^xtti Ott l SJfefcMMl/fe** 

^"U-- hlcSSL-T. S6»lC3 6ISfK. 37X:. 5%C 
0 2 TTJSftL. MUlTTaMeffiAX (CPE) £ 

tagu «/h»>-<*xii}iB»««© ! W«*Tf^&. 

[0 0 4 1] (2) MjB*tt©ff& 

5 x i o 4 Bte/m i ©ve r ommznMzntc^ ~ 
if)i(DSt/b'Z-m^m (i o ii&jejtit**) tti o o 

40 tt 1 t«ISMfc£*Sji£. KttJtKl 0 0 « I {CHAT 9 

■ih/U'JUAf^J'j H. ft6 5#. ft5 5~6 3H 
( I. Immunol. Methods, 65, 55-63(1983)) IZEMZ 

ntz m t Twasc i. 9 &mts®<Dm®m&m%. i 
ft. mmmmt. mm^m* 5 0 %wm?z®m ( 1 d 
so) tLT^tfc. ^ne.©i!gm£fti^c^T. 

[0 0 4 2] 



i 



(10) &BRM- 3 2 7 5 8 7 

17 18 

Sift^l BK (M I C) i§£ (MTC) (MTC/MIC) 

(Mg/ml) (/ig/ml) 



6'-;*f*-3- 
















1. 


0 


1 2. 


4 


1 2. 


4 
















v>A 


0. 


2 4 


0. 


5 5 


2. 


3 


^7/y>A 


0. 


24 


0. 


2 6 


1. 


1 



[0 04 3] 

7/y>A (i) ttfitifctt^^^xf^ffl^^t, ta> 

^V^XfC2 0 Omg/kgjgag4LTfc^Et:0iJ^ 
[0 044] 

y y is d-Ij 7 k\Z\$, Ar t. 9 3 8 5 5/«J*y 

[0 04 5] # # M 1 

[1- yh*5/^W*5/) xfJW MJ^fJUf 
>0-&f£ : z?<1V7u]£Jl>7S>3 2m 1 (2 3 0mm 
o 1) *I*fh7tHD77> (THF) 4 0 0ml 30 
+ fclO;i, OrtCTJIftLfco COfeOfcHfitTl. 
6M ^U^A-AW>Ml2 5ml (2 0 
Ommol) *«TLfc. 5»»h>J^fW>/WF 
7^H52.8ml (2 0 0mmo 1) ^^ACTffiT 
Lfco 15m EJS»*-7 6'CfcSTft«IU £ 
n^7~k h7JVxt Hi 1.2ml (20 Ommo 1 ) 

*«*THF5 0ml^T#RUfc***»TL&. 3 
0#&> M^ic!Sfa«{k7>- : Er:^A*l 0 0ml & 
JltlA* #^TKJSi££^**>2 5 0ml *fcttHjK. 

^\*1t>Jf £*5 0 0ml fCTftitb (2 0) , «KB 40 
+ hU*AfcT«£Sift, 7yhT> Ips^IU i 
J£TSI8U)fco »Snfc8*£fc*«fc*^l/> 5 0 
ml<D}g*iU N t N-y^?;P7-U> 10 0ml 

(7 9 Ommol) £JQ*, £ COig*££ 0 CfcTflttf 
U ~g\Z#UU*3 L )VX-T)V 2 2.8ml (3 0 0m 
mo 1) SHTLfc. E*H*fflfct>2U -«JS# 

iin^2 ioA+it>tca^ »ai/to.5 

N-HC1 (5 0 0ml X2) , * (SOOmlX 
1) v ffift^K*** HJ*A* (5 0 0ml X2) Ic 
T#$S£ffi#U 7^hV> I p s«Bff*BU 8 50 



^77A (->U*y;i/ 5 0 0 g, '\*tf>-*A>*tf> : 
KKxf* 2 5 : lfcTjgffi) fcTttHU fcftHS/ 
Oy^«4(i«tUT*Bft'&*tfffc. IRS 2 7.8 
g (W3 8%) 
[OO46]HJS0iJ 1 

(2S.3S.4S) -2,3- « V^nK Ur/yt 
*>0 -4- [1- IfJW 

- 4-tHD+y- 5 - v^d^>t l >c7)^^ : #^#f 
lT!BI«;Sn& [1- W Xf 
;W hU^5 1 ^5 1 > 2 1.7g (6 Ommo 1) 
THF 2 4 0ml tin*, 7 8X:\Zft® 

1.6M n-^jWJf^A^^>® 
137.4ml (6 0mmol) «Tl/c B 2 0ft 
& Z<Dfcfcmz, fh7AFD>^-X, KI3 1 
II 5 0 9-1 5 1 2M (Tetrahedron Lett., Vol 
31,1509-1512(1990)) ICffiotiSllfc (2S.3S) 
-2,3- Wy^Dt:UT>^tty) 
^>x>-4-^> 7.37g (48mmol) £60 
ml©«l*THFIC*A^&«ME*, -7 8 , CT®Tb 
fc. 2. 5PMiPSK:TEJ6*iitfc«, E**te*nn 
2 1 SJDA, *4 0 0ml t^Ltzo 2UU 
ftJl&m&yy Ipsil (Whatman tt« ; 85 

4 0 0 g, A+*^> : 7ir b>=2 5 : 1) KTSIH 
U 10.6g (90%) ©aWfcv'DyTttftJtiL 

MASS: FAB (Pos.) m/e ; 2 4 5 (MH*) 
[0 0 4 7] gftffl 2 

(2S.3S.4S) -2,3- KV^DhfUx>^ 
*v) -4- [1- (^*y^W*-» If*] 

- 4 - 7-fe h + v- 5 - v£ D'OxXZV&J* : _kffi^ 
*W1T#& (2S.3S.4S) -2,3- MV^D 
eUx>Wy) -4- [1- h*S/*f*:** 
v) IfJW -4-hHD + y-5-y^D^>f> 
5.93g (24.3mmol) Zmtt^Uy 1 0 0 
m 1 (fKillA, **T»#U ^n(C^*»^9. 1 7 
ml (9 7. 2mmo 1) , 4 -v^f*7^/ fcT»jy 
> (DMA P) 2.97g(24.3mmol)fttfHJ 
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X?)17*>1 3. 5 5ml (9 7. 2mmo 1) 

nft)lk 4 0 Oml ©+^ln;L* *8 0mll:tft» 
bfco tiIS7*;b7> I pstt»l£T»iBU U 
EETSSSbfco §6nfcSi*77yyay'JAW 
(vU*y;i/ 9 0g, A+it> : KKx^;l/= 
6:1) KTttfiU SHI{b^«ia)6fi[04#©iiVit 

MtLT#fc« R f «LOKVi*©4#»tt# ( R f 
0.38; >i;^a«">U*yjUTLCyu-h A r 
t. 5 7 1 5A+it> : it®X3^=3 : 1) 3. 7 g 
(5 3%) R f «0ffiV>4#»ttft (R f , 0. 3 2 ; 
^*t)-> : m&X?)l3 : 1) 2. 0 g (2 9%) WTj 

/to 

MASS: CI (Pos.) m/e ; 2 8 7 (MH + ) 

[o 04 8) % m m 3 

(1S,2S,3R) - 1 -7th*zs-2 t 3- WV 
^ntfUx>v^*v) -4- [1- Wh+^f* 
**v) X^JW - 4 - v^d^>t->©'&JS : 

2T#^tlfc{t£$fT&3 (2S,3S,4S) -2,3 

- WV^OlfUf>^» -4- [1- (*h* 

xf)V] -4-7irh+v- 
D^>x> (RffiOftVi* (Rf = 0.32) OflS^ 
W 1.55g (54.2mmol) $i*THF5 0m 
I+tClDA. ££tCPdCl 2 (CHaCN) 2 7 1mg 
(0.27mmol) Rtfl, 4-^>V*/> 2 3 5 
mg (2. 1 7mmo 1) & ]B^T7)ld >#X^ffl^, 

M^777'>ay'J*yM7A (vU*y;i/ 10 

0g, ^tf>:B»X^=5 : 1) ICTfMBU 4 

8 4m g 01%) (DisuyjyiyantLTmm&G® 

Sfc6 9 2mg (4 5%) (D&^PtZUWL 
MASS : FAB (Pos.) m/e ; 2 8 7 (MH + ) 

[o 049] % m m 4 

(1S.2S.3R) -2,3- MV^DKiJf^y* 
-4- [1- X^JW 

- 1 -kFP+y-4-y^D^>r>^S : hE* 
JfiW3T#6nfc (1S.2S.3R) -l-7-fch*v 
-2,3- WV^De'Jr>y^y) -4- [1- 

> 44 0mg (1.54mmo!) i&10ml(7)ft*^ 
^/-JMCflMfU ftMMMMJ^A 4 2 5mg (3. 
0 8mmo 1) Sim*.* SfifcTS. SWrBHBfcbfc. 
Efc**«JBETM8U ?OD*M10 0mli8«i 

p sffl3ST»a«, «ETi8«b&o #6ftfcS«ft 

: SiXfJl,= 3 : 1) fct«HU 3 4 6mg 



(11) &§B¥4- 3 2 7 5 8 7 

20 

(9 2%) (DS/Dyy'^HtbTSjBft^Sftfc. 
MASS : FAB (Pos.) m/e ; 2 4 5 (MH + ) 
[0 0 5 0] 5 

(1 S, 2 S, 3 R) -1~ [ (p- h)VX>?s)l&~ 
M -2,3- HV^Dt!'Jf>my) 

-4- [1- WHri/^fA**'» X?;H -4- 
y?D^>f>©^« : lE*lt«4 W: (IS, 2 
S,3R) -2,3- WV7'Dt'Jf>y«y) -4 
- [1- (* h+v^Jkt+v) XJf-M -1-kF 
10 D + v- 4 - v^n^>x> 3 1 3mg (1.2 9mm 

ol) ^«*ffift^5 1 U>8ml4 J te:}t»^ii:> P~h 
;i/X>X;P*x;l/i7D^-f K 4 8 9mg (2.5 7mm 
o 1) Rtf HJX?;l,75> 7 1 5/z 1 (5.14mm 
ol) ^ytbT2 ara^filCTJt^bfco JE 

Jfc«l£#2 0m 1 Sin*., ^^DDWA5 0ml 

7r/a*7A (vU*y;V 4 0g, '\*1J->:»8 
X^;V==5 : 1) KITES U S/Py^*«HtbT3 
a? 8 2 m g ©SJif b£«£flfc. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MHO 
H'-NMR (CDC 1 3) (5:7.86 (d) ,7.33 

(d) ,5.61 (s) , 5. 2 0 (m) , 4. 8 5 (d) , 
4.72 (t) ,4.59 (q) ,4.46 (q) ,3.34 

(s) ,2.45 (s) ,1.4 0- 1.2 5 (m) 

[0052] m mm 6 

2\ 3' f 7^nbf'Jx>- 6' -C-*?Jl/- 
6' -O- -3-x7lf^y^y v 

50 >AGD£f& : 3-x7if7xX> 2 0 2mg (1.5m 
mol) fcJSrtDMF 2m 1 tJCln^Tft^bfc. * 
^Tf^®lCT5 0% N a H 7 2.4mg (1. 

5mmo 1) SiPA* Jlfc 1 5 - y* >- 5 150 
li \ (0. 7 5mmo I) *Jm^TlRfPBlJS#bfc. CI 
(DKftffilC, ^ffi09 6T#fchvl/-h 3 0 0mg 
(0.7 5mmo1) ^i*DMF 5. 5m Ifcflhfcb 
fc«»*lra;L 7;i^>#XTg«lbfc^ 8 0t:(CT 

mwbtc. 2»iBftaaict)fL, *eetejs*£jb 

40 *»*£»»] b ft. »R*fttt*Tift»U »K 
X3MWBS7? hT> I psttttCTBilft. MET 
SlSbfc, S6ntaafi77yyay'J*Wl'*5 
A (Art. 9385- 4 0 g, CHC Is : M e OH : SNH 4 
OH = 4 0 : 1 : 0. 1) fcTfil»U 15 0mgtf)^ 

MASS : FAB (Pos.) m/e ; 3 6 1 (MH + ) 

[0053] m m m 7 

±mmmmemtc2 t , 3 > -o-^v7*d£Ux>- 

50 6' -C-tfJV-f -O- h+y^f W -3- 
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x71f*77/v>A<D#Sft 15 0mg (0.4 2m 
mo 1 ) £5M-HC 1 -**y-;MSffc 5m 1 ffcjD 
*T«#U l«f(B«, fi«*6JH§lxfc. ftml© 

>*X7lCTpHl 0 ttm SflETSilSUfc. X 

3@meet«bl&«, x*/-m: 

a->U*y**5A (Art. 9385- 1 0 g, CHCls: 
Me OH : SNH 4 OH= 6 5:2 5: 2 (CTigm) tC 



#M¥4-3 2 7 5 8 7 
TMU 1 0 0mgO«Bft^**jie*tbT»&. 

[0 0 54] 

MAS S : FAB (Pos.) m/e ; 2 7 7 (MHO 
NMR ; (CDaOD) <5;8.17 (s) , 7. 6 5 

(d) ,7.09 (d) , 5. 9 6 (s) ,5.42 (m) , 
4.62 (d) ,4.56 (a) ,4.16 (t) ,1.44 

(d) 



(5Diot.ci. 5 ^JE^ mnn fi 

CO 7 F 7/18 A 8018-4H 



